33-Carbohydrates VoL 112, 1990 



10% Pd/C in MeOH - 

chloride to give 2'-deoxyuiidine deriv. (II; Rs . - .w^iuwimt, 
DMT = 4',4'-dimethoxytrityl). • Amidatioh of the latter with 
(H 2 NCH 2 ) 2 to give II (Rs = CHjCHiCONHCHzCHaNHa) foUowed by 
amidation with EDTA tri-Et ester Af-hydroxysucdnimide ester gave^ 



Matoba, Yasuhiro; Yamauchi, Shin; Ssda, Norimasa; Toda, Toku 
li-.'i. !<•• ■> finical Industry/Ltd.) Jpn. Kokai Tokkyo Koho JP 
tfT;i32,586= [89,132,586] (CI. C07D475/14), 25 May 1989; Appl. 
87/290,822, «l7 Nov 1987; 5 pp. The title compd. (I) is prepd. A 

• ■ . . n^j '. ■ : . ■'• • 

soln. of vitamin BVacid and DCC in BuOH was stirred 1 h at 55° in 
• the dark to give 78% I. I was prepd. is 24.6-69.2% yield by varying 
\ reliction condition or using H2SCV instead of DCC. . . ,. • 

v 112:36385z Preparation of griseolic acid diester derivatives 
for treatment of glaucoma. ^Kaneko, Masakatsu; Kimura, .Misako; 
Kamokari, Makoto; Yokoyarna;- Tomihiss; Yamazaki, pMitsuo 
(Sankyo Co., Ltd.) Jpn. Kokai Tokkyo Koho JP 01,146,895 
[89,146,895] (CI. C07H19/16), 08 Jun 1989, Appl. 87/306,199, -02 
Dec 1987; 15 pp 1 be titli rompd [I; R P" - H (Wnrut eU-c" 



dissolved in MeCN and tri-O-acetyl-D-glucal was added followed by 
SnCb dropwise. The mixt was allowed to react to give 77.5% I (R 1 
= Ac, R2 = H) which was treated with NaOMe in MeOH to give 
78.30% I (R> = R2 = .H). Twelve I showed LD50 values of 700-1250 
mg/kg i.p. or i.v. after 14 days from the administration to mice. 
When 1/10 amt. of LD» values was administered to mice transplanted 
with Ehrlich's ascites carcinoma, I gave av. ho. of survival days of 
" -26.4 vs. 19.0 for the control., I in vitro at 100 jig/mL inhibited 
nfection of vero cells (monkey Sidney cells) with herpes simplex 

--J: 36387b Preparation of D-arabinc— and ribofurano'sylpurine 
and pyrimidine nucleosides for treatment of retrovirus infections. 
Aktiesebkabet Atlas Jpn. Kokai Tokkyo Koho JP 01,151,595 



i 



5? 



NHk RJ = H, F, CI, Br, iodo, CFs, Me, Et, Bu, MejCH, cyclopropyl, 
CHzOH, CH2SH, CH 2 OMe, CHMesOH, CHzSMe, Cil.CH,, CHrCHMe, 
CH:CHCF 3 , CMe:CH 2 , CH<CH.-CHs, CCH, C;CMe, CKXFa, CH 2 CK3H; 
R>. R< = H, OH, NH2; Rs = H. O, OMe; R$ = H, F, CI, Br,. iodo, 
OMe, cyano, ClCH, Na; R 7 = F, CI, Br, iodo, OH, OR8,,0 2 CR', 
O2CR10, OSOsRw, PO3H; Rs = Ci-d alkyl, (un)substituted arylalkyl; 
Re = 11 Rio. = «.'[ i> alkyl, .bit.' rted — vlt'-k- i or arvl w>' 1 

various provison that, 'e.g.' (a) 'when Rs ==.H, Rs ^ H, Nj and. (b) 
when Rs = H, R' = OH,. A' =.. thymine", cytosirie, .^-adenine or 



OH; Rs, R*' = H or R?R« = bond; Rs, R« = R'COirCHRs, RsCOsCHR", 
Q; R7, R» = straight chain or branched Ci-10 alkyl, Cs-io cycloalkyl; 
RS, Rio = H, straight chain or branched C1-10 alkyl, Cho cycloalkyl; 
Rn = straight chain or branched C1-10 alkyl, C3-10' Cycloalkyl, Cs-io 
aryl] and its salts which show good activity for lowering the 
intraocular pressure of eye and are useful for .treatment of glaucoma, 
are prepd. Thus, MeCN was 'added to griseolic acid followed by 
l,8-aiazabicyclo[5.4.0]-7-undecene with stirring 'under N. To the 
resulting mixt, MesCCOsCHsI was added under ice-cooling and the 
mixt. was stirred 1' h at room temp, to give 60.5% griseolic acid 
8',9'-<lipivaloyioxymethyl ester (II). II 0.002% soln. (50 >tL) in 0.4% 
NaCl was applied twice to a rabbit's eye, the intraocular pressure was 
lowered by a factor of 0.77 over that of the :eye treated with 0.5% 
timolol. An ophthalmic soln. (100 inh, pH 7.0) contg. II 0.002, 
Na 2 HPO< 0.716, "NaftPO, 0.728, NaCl 0.400, p-HOCWfcCOjMe 
0.026, p-HOC«H < COiPr 0.014 g, q.s. H2O, and q *, NaOH. 



-Kortylewicz, Janina (Harvard College) PCT 
,106 (CI. C07H1/00), 10 Aug 1989, US Appl. 
; 14 pp! The title compds., useful for labeling 

relle It, <rhiri;*« ftf titmni. tj-anKrllAntAtion and of 



Na 2 HP0 4 0.716, "NaftPO, 0.728, NaCl 0.400, p-ri 
0.026, p-HOC«H < COiPr 0.014 g, q.s. H2O, and q a, Na0__ . 
112: 36386a Preparation of l-(2'3'-oUdeoxyerythro-hex:-2 , -en= 



s radiosensitizers, 



opyranosyl) uracil derivatives 

agents, and antiviral agents. "Suzuki, Tosbimitsu; 'Sakaguctu, 
Shoichi; Myata, Yoshuki; Mori, Tomoyuki (Pola Chemical 
Industries, Inc.) Jpn. Kokai Tokkyo Koho JP 01.139,596 [89,139,596] 
(CI. C07H19/073), 01 Jun 1989, Appl. 87/296,841, 25 Nov 1987; 9 
pp. The title compds. (I; R" = H. acyl: Rs = H, F, CI, Br, Me, NO2), 




useful as radiosensitizers. 



prepd. by condensation of D-glucal derivs. (II; Rs = acyl) with 
silyiated uracil derivs. (Ill or IV) followed optionally by acylation. 
Thus, a reaction product of uracil with MeC(OSiMej):NSiMe3 was 

■opiod from. .10522210 on 06/28/2007 



„ 6 „anTdine, Rf * F], more specifically (II; R = Pr; H' =,H) (III) 
and their Pharmacol, acceptable.salt are prepd. for the treatmerit.of 
infection with retrovirus [e.g." huinan immunodeficiency virus (HIV)S 
or hepatitis B virus in mammals and humans. . Thusi MeC(OSiMe3= 
):NSiMe3 was added to a suspension of 5-propyluracil and 3'-fludrb — • 
3'-deoxythymidinb in MeCN. '."After stirring. 5. h, CFjSOsSiMea was 
" - 1 ■' .ulting mixt was stirred 138 h at room temp., 
id treated with H2O to give, after filtration and 
.n n C,8 column, 7% III. Ml, 11 ,(R = Et,;K' =; 
»». « wv - «v- .= H), and II (R = Me, R' .= Ac) m vitro inhibited the 
HIV infection of H" cells with IC50 values of 1, <1, 0.5, and <0.01 
fiM, resp. '.""'"' " ! '" 

112: 36388c Preparation of radioiodinated pyrimidine nucleosides 
and nucleotides for labeling DNA in proliferating cells. Kassis; 

Amin I.; Baranowska-Kortylewicz, Janina ( * » "*""' 

Int. Appl. WO 89 07,106 (CI. C07H1/00), 1 
150,133, 29 Jan 1988; 14 pp! The title com 

DNA of probferating cells uj studies of tumoi , - 

DNA structure, are prepd. via contacting a H 2 0-insoL halomereury= 
pyrimidine nucleoside or nucleotide with an aq. medium contg. 
dissolved radioactive iodide ion and iodoeeni the molar amts. of the 
nucleoside or nucleotide and the iodogen being in excess of the molar 
amt. of the iodide, and sepg. . the residual HjO-insol. material 
including the halomercurypiyimiduie nucleoside or nucleotide from 
the soln. MOToromeit^M'-deoxyuridine, prepd. from 2"-deoxyurrdine 
and Hg(0Ac) 2 and NaCl, was treated with iodogen and Na>»I in HrO 
at room temp, for 2 h to give 57.1% 5-( 1 »/]idodo-2'-deoxyuridine. 

112: 36389d Substituted azolides of ribonucleoBide 5--mono= 
phosphates as intermediate products for synthesis of ribonucleotide 
S'-coly phosphates. Purygin, P. P.; Kraevskii, A. A.; Belousova, Z. 
P.; Papchikhin, A. v" "Yakimova, I. A. (Kuibyshev State. 
University; Institute' of Molecular .Biology, Academy of Sciences, 
U.S.S.R.) U5.SJL SU 1,491372. (CI. C07H19/20), 07 Jul 1989, 
Appl. 4,105,923, 08 Aug 1986. From Otkrytiya, Izobret. 1989. (25), 
108. Substituted azolides of ribonucleoside 5'-monophosphates I Ha) 
when X = CH and Y = Me, B = adenine radical; (b) when X = CH 
and Y ="Br, B = adenine radical: (c) when X = B and Y = NOj, B = 
uracU radical; (d) when X = CH and Y = Br, B = guanine radical; • 
(e) when X = CH and Y = NOs, B = cytosine radical; (0 when X = 
CH and Y = Br, B = cytosine radical; (g) when X = CH and Y = 
NO2, B =guanine radical] are used as intermediates for the synthesis 
of ribonucleoside 5'-po!yphosphates. ' 

112: 36390X Preparation of cyclopentenylpynmidine and -purine 
derivatives as antiviral and antitumor agents. Marque*, V. E.; 
Driscoll, J. S. (United States Dept of Health and Huinan Services) 
U. S. Pat. Appl. US 307,115 15 Jul 1989, AppL 31 Jan 1989; 64 

,. pp. Avail- NTIS Order No. PAT-APPI^-7-307 115. Carbocyclic 

(II; Rs = acyl) with nucleoside analogs (I; Ri-R> = H, OH; B = Q-Cp. etc; X = N CH; 
" *- R« = CI, NH 2 ; Rs = OH, NHj) which have potent antiviral. 

antitumor, and cancer cell differentiating activity, are prepd. via 
condensation of a cyclopentyl tosylate II (Ts = 4-MeC«H4SOj)with 
purine and pyrimidine derivs. Thus, 6-chloropurine was stirred 40 
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T S *> <* ft a 'J .-t? 7 7 trvH|3<*. 
M7'T^f<*( Chattonella antiqua ; 



# 7 7 f ySI^WKBS-f a, 

fi^g ( Basidiomycetes JtP HTSixito 
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— • T v K" • * ;u 9 — • /< /f *■ * » a h 
'J — (Molecular and Cellular Biochem.), &51 
S8 149H ( 1 9 8 3 ^ ; ) , #«S<D#(*-£CE:f- 
'✓■V r * 7 ■ ryf -f *©4f ^gjftrilK ( 

i jtil< as-*- a ci4iaif,nTi>i c 

£7E , m 6 3 & ( W, 2 «t ; . $ 

137H ( 1 98 5 * ) ] o 

IS W fl< ft? ft L J; o <!; -t -5 fiiHS6 

&*rfttt ') * 7 7 tr >^«»^a«-t-5> ic tt 

BPS* 18 SUM:, ft^ (i; : 




(IJ 



5oB£. »#8£«*.fcHOQRJSSS (30in«,> 
1 8 6$RflRj5£*f C ttOfc. 

(ODS Hi : 100X30 0. : CH 3 CN- 

H 2 03 ; iCft-T C t IC iOT, f#r/Bj«H 
t- v*? 6. 8 mg ( 1.8 x l 0" 5 mmol J ?£ ( iR¥ 
6 9. 2 * ; „ 
SSttW 2 

tr* i VB 2 ft 9.8 mg ( 2.4 x 10- 5 mmol J , Z» 
0. 5 m«fc JiV/ f*7*3 -/v 5 m££, 

suffix fc = -DPaj5gs ( 30me; rttcAn, % 
S-igBrLfcttSgraftT, giSTRJS*- 2 B$|tq*s 

C ttOfc,, 

ic J; -3 T . f * i VB 2 ® 7 ? h X £ 2, 2 mg ( 5.9 
x lO^mmol ; jf fc ( IR* 2 4. 6 * ) C C CD1§S. 
n, i 7 7 tr y fe 3. 8 mg ( 1.5 x I0" 5 mmol j£ S 
ftfc ) . 

gfs«ai3 



?5 HI ¥1-132586 (2) 
•Cgr)? n* 'J 7 evR8K»icH-tA. 

a (i;-ca*3Sn*<tA«8 ( iiT, ^ vb 2 

jfl], «q X. If N.N-- y •> ? 'a -v* -X/u A 71/ S> ^ i 
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c iS> tr ^ i vb 2 «M: o. i - l o o 

mmol/£(DT ;i/ a Ifffiffl L, RJSiS 
KBH~ i 2 otiti. 

tr? ■; >B 2 |7 * I- J -c -yB 2 m\cit-<x. 

*iCtt^4/§Wtt«;tlt£X,£'££>tt i^A*, HS&tt 
f>B<, 4fic T^a ->u«©*ttf8»|ie»-t 

felT, SSSESf&itefliic.fco-cisiw-t*. 

g&ffl i 

tT 9 i. VB 2 S 1 0. 6 mg ( 2.6 x 1 0" 5 mmolj . N. 

N' _ if * /} a <>. * •> ;u * ;i/ # J? 4 i K 1 2 mg ( 
5.8 x 1 0" 5 mmol J is <fc n - 7f *7*3-* 

« J* S^«8x.fc = ^aKf5Slg ( 5 0mU ft IC t 

* -C VB 2 K 2 0.5 mg ( 5.0 x 10" 5 mmol ) , N.N' 
- » >y ? o * •> ,u * /i/ ^ ■; K 1 5 mg ( 7.3x 
10" 5 mmol J n - 7f A'7*=-;i-2 0 mi 
5An, »8?±(55t; ic*^T, jfcSJSftUfc 
ttffiTaSTT?*) 1 iSMRiE C a-Dtz. 

a* U.fc tr* 5 yB 2 « 7 ^ t- V >k 1 4.5 mg ( 3.9x 
10- 5 mmol ;ffl«Lfc(1XS?7 8 * ; 0 

nmm 4 

}t€-ig»r bfcttSIT. EI5gSrtictr# i yB 2 
« 1 0 0 mg ( 2.4 5 x l0 _ *mmoU€-An, £S€ 

asrt«:*t'T 5 o~i s 0 r-esmiai-a+fs 

rflBDttBi*^** C «i-ofc 0 RJ5(i5E«ttici!JTL 

* 'Si 6 0 mg & fc„ 

±EcositS«l-C9bnfc xb 2 ®7 ^ h y 

(OUVii^Jr*, IRX-** rfl*. l H- NMR 
x^^ h /vfi J;Cf 13 C-NMR » 9 yn"&it\Z 
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